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I claim: 

1. A therapeutic S^minosalicylic acid derivative composition having the 
general formula: 

OH 

^COOH 




NHR 
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Wherein R is a sugar residue; a poly(ethylene glycol) chain^ntaining residue 
having the general fomiula -CHaCH.CHHCH.CH.O)„-«, . R, is H or a linear or 
branched lower alkyl group having from one to about 6 carbons, and n is a 
positive integer from about 3 to about 100; or a poly(ethylene glycol) chain- 
containing tether having the general fomiula -CHHCHaCHaO)„- (CH.).-Z. in 
which n is a positive integer from about 3 to about 100. m is 2. 3. or 4. and Z is a 
pham,acologically active moiety having a molecular weight that is less than about 
1000 Daltons that is covalently joined to the distal temiinus of said poly(ethylene 
glycol) chain by a linker gK,up L that is selected from the group consisting of 
carboxylic acid esters and amides, carbamates, phosphate esters, phosphinate 
esters, and sulfate and sulfonate esters and amides. 

2. The therapeutic 5-aminosalicylic acid derivative composition of Claim 1 . in 
which R is a sugar residue. 

3. The therapeutic 5-aminosalicylic acid derivative composition of Claim 2. in 
which said sugar residue is a 1-deoxymonosaccharide. a l-deoxydisaccharide. or 
a 1-deoxypolysaccharide. 
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4. The therapeutic 5-aminosalicylic acid derivative composition of Claim 2, in 
which said sugar residue is a 1-deoxydisaccharide selected from the group 
consisting of 1-deoxymaltobiose. 1-deoxylactobiose, 1-deoxycellobiose, and N,N- 
diacety- 1 -deoxych itobiose . 

5. The therapeutic 5-aminosalicylic acid derivative composition of Claim 2, in 
which said sugar residue is a 1-deoxymonosaccharide selected from the group 
consisting of 1-deoxyglucose, 1-deoxygalactose, 1-deoxyfucose, 1- 
deoxyfructose, N-acetyl-1 -deoxyglucosamine, and N-acetyl-1 - 
deoxygalactosamine. 

6. A therapeutic 5-aminosalicylic acid derivative composition having the 
general formula: 



wherein R is 1-deoxyglucose or 1-deoxygalactose. 

7. The therapeutic 5-aminosalicylic acid derivative composition of Claim 1 , in 
which R is a poly(ethylene glycol) chain-containing residue having the general 
fomiula -CH2-(CH2CH20)n-Ri , Ri is H or a linear or branched lower alkyi group 
having from one to about 6 carbons, and n is a positive integer from about 3 to 
about 100. 



OH 




,COOH 
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8. A therapeutic S-aminosalicylic acid derivative composition having the 
general formula: 



,COOH 




NHR 



«her«,n R Is a po^emytene glycol) chain^nlng residue having «« general 
formula -CHHCH,CH.O).-R, . R. « H or a imaar or branched lower alKyl group 
navlng from one to about 6 carbons, and n a positive integer from 3 to about 
20. 

9 The therapeutic S^mlnosaBdic acid derivative composition of Claim 1. 
Wherein R Is a poWethylena glycol) chain^ntainlng tether having the general 
,Om,ula -CHHCH.CH,0)^ (CH.)„-Z. n is a posi«ve Integer from one to about 
100 m 18 2, 3, or 4, and Z is a phamracdogically active moiety having a 
molecular weight that Is less than about ,000 Oa«ons that Is covalend. Joined to 
the dista, tamrinus of said po,y(eth,lene glycoD^ntalnln, tether by a linker gn>up 
L that IS selected fr<«T, the group consisting of carboxylic add esters, amides, and 
eartama.es. phosphate esters, phosphinate esters, and sulfate and sulfonate 
esters and amides. 
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10. A method for preparing a therapeutic 5-aminosalicylic acid derivative 
composition having the general formula: 

OH 



5 




,COOH 



wherein R is a sugar residue, comprising alkylating the amino group of 5- 
1 0 aminosalicylic acid with a reducing sugar. 

11. A method for preparing a therapeutic 5-aminosalicylic acid derivative 
composition having the general formula: 



OH 



15 




wherein R is a poly(ethylene glycol) chain-containing residue having the general 
20 fonnula -CHzCHzCHHCHzCHzO^-Ri , Ri is H or a linear or branched lower 

alky! group having from one to about 6 carbons, and n is a positive integer from 
about 3 to about 100, comprising alkylating the amino group of 5-aminosalicylic 
acid with a poly(ethylene glycol) chain having an aldehyde or halide substituent 
on at least one terminus. 
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12. A method of preparing a therapeutic 5-aminosalicylic acid derivative 
composition having the general fomnula: 



OH 

XOOH 




NHR 



Wherein R is a poly(ethylene glycol) chain-containing tether having the general 
fomiula -CH2-{CH2CH20)n- (CHa^-Z. n is a positive integer from about 3 to 
about 100. m is 2. 3. or 4. and Z is a phamiacologically active moiety having a 
molecular w/eight that is less than about 1000 Daltons that is covalently joined to 
the distal tenninus of said poly(ethylene glycol) chain by a linker group L that is 
selected from the group consisting of carboxylic acid esters and amides, 
carbamates, phosphate esters, phosphinate esters, and sulfate and sulfonate 
esters and amides, comprising the following steps: 

a) alkylating the amino group of 5-aminosalicylic acid with a 
poly(ethylene glycol) chain having an aldehyde or halide substituent on at 
least one tenriinus; 

b) covalently joining said pharmacologfcally active moiety Z to the 
other end of said poiy(ethylene glycol) chain by a linker group L. 

13. A pharmaceutical composition suitable for administration to a subject in 
need thereof comprising a physiologically active therapeutic agent composition 
and a pharmaceutfcal carrier, wherein said therapeutic agent composition 
comprises a physiologically active 5-aminosalicylic acid derivative composition 
having the general formula: 
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wherein R is a sugar residue or a poly{ethylene glycol) chain-containing residue 
having the general fomiula -CH.CH.CHHCH.CHaO)„-R, . Ri is H or a linear or 
branched lower alkyi group having from one to about 6 carbons, and n is a 
positive integer from about 3 to about 100; or a poly(ethylene glycol) chain- 
containing tether having the general fom^ula -<;HHCH2CH.0)„- {C»,U-Z, in 
which n is a positive integer from about 3 to about 100. m is 2. 3. or 4. and Z is a 
phamiacologically active moiety having a molecular weight that is less than about 
1000 Daltons that is covalently joined to the distal temiinus of said poiy(ethylene 
glycol) chain by a linker group L that is selected from the group consisting of 
carboxylic acid esters and amides, carbamates, phosphate esters, phosphinate 
esters, and sulfate and sulfonate esters and amides. 

14. A method of prophylactically or interventionally treating a potential or 
developed condition or disease state in a human or non-human mammalian 
subject v^ith a therapeutic agent effective therefore, comprising administering to 
the subject an effective amount of a therapeutic 5-aminosalicylic acid derivative 
composition having the general fomnula (I), wherein R is a 1-deoxy sugar residue; 
a poly(ethylene glycol) chain^ontaining residue having the general fomnula - 
CH.CH.CHHCH,CHaO)„-R, . R, is H or a linear or branched lower alkyl group 
having from one to about 6 carbons, and n is a positive integer from about 3 to 
about 100; or a poly(ethylene glycol) chain-containing tether having the general 
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formula -CHHCH.CH.O)„- (CH.)„-Z. in which n is a positive integer from about 
3 to about 100. m IS 2. 3. or 4. and Z .s a phamnacologicaily active moiety having 
a molecular weight that is less than about 1000 Daltons that is covalently joined 
to the distal tem,inus of said poly(ethylene glycol) chain by a linker group L that is 

selected from the group consisting of carboxylic acid esters and amides. 

carbamates, phosphate esters, phosphinate esters, and sulfate and sulfonate 

esters and amides. 

15. A method of prophylactically or interventionally delivering 5-aminosalicylic 
acid to the gastrointestinal tract comprising administering to the subject an 
effective amount of a therapeutic 5-aminosalicy.ic acid derivative composition 
having the general fomiula (I), wherein R is a l-deoxy sugar residue; a 
poly(ethylene glycol) chain-containing residue having the general fomiula - 
CH.CHaCHHCH.CH.O)„-R, . is H or a linear or branched lower alkyi group 
having from one to about 6 carbons, and n is a positive integer from about 3 to 
about 100; or a poly(ethylene glycol) chain-containing tether having the general 
fomiula -CHHCH.CHaO)„- (CH.)™-Z. in which n is a positive integer from about 
3 to about 100. m is 2. 3. or 4. and Z is a phamiacologically active moiety having 
a molecular weight that is less tiian about 1000 Daltons that is covalently joined 
to the distal temiinus of said poly(ethylene glycol) chain by a linker group L that is 
selected from the group consisting of carboxylic acid esters and amides, 
carbamates, phosphate esters, phosphinate esters, and sulfate and sulfonate 
esters and amides. 

16. A method of stabilizingly and structurally modifying 5-aminosalicylic acid 
in a manner that enhances its retention in tiie gastrointestinal tract and decreases 
the transfer of said acid from the lumen of the gastrointestinal tract to the 
systemic circulation comprising covalently conjugating the nitrogen atom of the 
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amino graup of 5-aminosalicylic acid to a 1-deoxy sugar residue; a poiy(ethylene 
glycolKontaining residue having the general formula -CH.CHaCHz- 
(CHaCH.O)„-R, . wherein R, is H or a linear or branched lower alkyi group having 
from one to about 6 carbons, and n is a positive integer from about 3 to about 
100; or a poly(ethylene glycol) chain-containing tether having the general fomiula 
-CHHCH,CH.O)„- (CHa)™-Z. in which n Is a positive integer from about 3 to 
about 100. m is 2. 3. or 4. and Z is a phamiacologically active moiety having a 
molecular weight that is less than about 1000 Daitons that is covalently joined to 
the distal temiinus of said poly(ethylene glycol) chain by a linker group L that is 
selected from the group consisting of carboxylic acid esters and amides, 
carbamates, phosphate este,s. phosphinate esters, and sulfate and sulfonate 
esters and amides. 

17. A physiologically active therapeutic 5-aminosalicylic acid derivative 
composition wherein the derivative composition is active in the prophylaxis or 
treatment of inflammatory conditions or disease states in a mammalian subject or 
a cell or tissue therefrom. 

18. A composition according to claim 17. wherein the therapeutic 5- 
aminosateylic acid derivative composition has an enhanced in vivo resistance to 
enzymatic degradation, relative to 5-aminosalicylic acid alone. 
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